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AB Title compdB. I (wherein X - H, halo; Rl - H, alkyl; R2, R3 • 

independently H, alkyl; NR2R3 - pyrrolidinyl , piperidinyl, morpholinyl , 
alkylpiperazinyl ; Het - (un) substituted pyridinyl, quinolinyl, 
ieoquinolinyl , pyrimidinyl, pyrazinyl, pyridazinyl; their salte, solvates 
or hydrates, and pharmaceutical compns.) were prepared as peripheral 
benzodiazepine receptor ligands. For example, II*HC1 (m.p. - 
250-252") was prepared by condensation of Me 6-chloro- 1-methyl-lH- 
indole-2-carboxylate with Et 3 -chloro-3 -oxopropanoate in DCE in the 
presence of TiC14 for 12 h at room temperature, amidation with 

dimethylamine in 

toluene in the presence of DMAP, cyclization with hydrazine in toluene in 
the presence of catalytic amts . of PTSA, followed by N-arylation of the 
pyridazino (4, 5-b] indole intermediate with 2- (pyridin-3-yl) -1, 3 , 2 - 
dioxaborinane in the presence of pyridine/TEA/Cu (OAc) 2/mol . sieves. I 
inhibited (3H]Ro5-4864 binding to the peripheral benzodiazepine receptor 
in vitro with IC50 in the range of 1-200 nM. I increased neuron survival 
by 10-30% in a facial nerve lesion assay in 4 -day old rats. I are useful 
as neuroprotectants for treatment of peripheral neuropathy and 
neurodegenerative diseases (no data) . 
IT 610768-13-3P, 7-Pluoro-5-methyl-4-oxo-l- I (N,N- 

dimethyl ami nocarbonyl) methyl] -3- (pyridin-2-yl ) -3 , 5-dihydro-4H- 
pyridazino 14, 5-b] indole 610768-14-4P, 7-Fluoro-5-methyl-4-oxo-l- 
( (N,N-dimethylaminocarbonyl) methyl] -3 - (pyridin-3-yl) -3 , 5-dihydro-4H- 
pyridazinol4. 5-b] indole hydrochloride 610768 -15-5P. 

7-Fluoro-5-methyl-4-oxo-l- { (N, N-dimethylaminocarbonyl) methyl] -3- (pyridin-4- 



L4 ANSWER 1 OF 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
yl) -3,5-dihydro-4H-pyridazino(4,5-b] indole hydrochloride 
610768-16-6P, 7-Chloro-5-methyl-4-oxo-l- {(N,N- 

dimethylaminocarbonyl) methyl] -3- (pyridin-2-yl) -3 . 5-dihydro-4H- 
pyridazino [4, 5-b] indole 610768-17-7P, 7-Chloro-5-methyl-4-oxo-l- 

[ (N, N-dimethylaminocarbonyl) methyl) -3- (pyridin-3 -yl) -3, 5-dihydro-4H- 
pyridazino{4,5-b] indole 610768- 18 -8P, 7-Chloro-5-methyl-4-oxo-l- 

[ (N, N-dimethylaminocarbonyl) methyl] -3- (pyridin-3-yl ) -3 , 5-dihydro-4H- 
pyridazino(4, 5-b] indole hydrochloride 61076B-19-9P, 

7-Chloro-5-methyl-4-oxo-l- I (N, N-dimethylaminocarbonyl) methyl] -3- (pyridin-4- 
yl) -3.5-dihydro-4H-pyridazino[4,5-b3 indole hydrochloride 
610768-20-2P, 7-Chloro-5-methyl-4 -oxo- 1- { (N.N- 

dimethylami nocarbonyl ) me thy 1 ) - 3 - { 6 - me thy 1 - pyr i d i n - 3 - y 1 ) - 3 . 5 - di hydro - 4H - 
pyridazino(4,S-b] indole 610768-21- 3P, 7-Chloro-5-methyl-4-oxo-l- 
( (N, N-diethylami nocarbonyl ) methyl J -3 - (pyridin-3 -yl) -3 , 5-dihydro-4H- 
pyridazino(4, 5-b] indole 610768-22-4P, 7-Chloro-5-methyl -4 -oxo- l- 

t ( (4-methylpiperazin-l-yl)carbonyl)methyl] -3 - (pyridin-3 -yl) -3 , 5-dihydro-4H- 
pyridazino[4, 5-b] indole hydrochloride 610768-23 -5P, 

7-Chloro-5-methyl-4-oxo-l- I ( (pyrrolidin-l-yDcarbonyl)methyl] -3- (pyridin-3- 
yl) -3.5-dihydro-4H-pyridazino[4,5-b] indole 610768-24-6P, 

7-Chloro-5-methyl-4-oxo-l- [ ( (pyrrolidin-l-yl)carbonyl) methyl] -3- (pyridin-4- 
yl) -3, 5-dihydro-4H-pyridazino [4 , 5-b] indole hydrochloride 
RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(UBes) 

(benzodiazepine receptor ligand; prepn. of heteroaryl dihydrooxo 
pyridazinoindoleacetamides as peripheral benzodiazepine receptor 
ligands) 
RN 610768-13-3 CAPLUS 

CN 3H- Pyridazino [4, 5-b] indole- 1-acetamide, 7-f luoro-4 . 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (2-pyridinyl) - (9CI) (CA INDEX NAME) 




O 



RN 610768-14-4 CAPLUS 

CN 3H- Pyridazino 14, 5-b] indole- 1-acetamide, 7-f luoro-4 , 5-dihydro-N. N, 5- 
trimethyl-4-oxo-3- (3-pyridinyl) -. monohydrochloride (9CI) (CA INDEX 

NAME) 
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• HC1 



RN 610768-15-5 CAPLUS 

CN 3H- Pyridazino (4, 5-b] indole -1-acetamide, 7-f luoro-4 , 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (4-pyridinyl) - , monohydrochloride (9CI) (CA INDEX 

NAME) 




0 



• HC1 * 

RN 610768-16-6 CAPLUS 

CN 3H- Pyridazino [4, 5-b] indole- 1-acetamide, 7 -chloro-4, 5-dihydro-N. N, 5- 
trimethyl-4-oxo-3- (2-pyridinyl) - (9CI) (CA INDEX NAME) 



Me 2 N-c— CH 2 
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RN 610768-17-7 CAPLUS 

CN 3H-Pyridazinot4, S-b] indole- 1-acetamide, 7-chloro-4 . 5-dihydro-N, N. 5- 
trimethyl -4 -oxo-3 -(3 -pyridinyl)- <9CI> (CA INDEX NAME) 




O 



RN 610768-18-8 CAPLUS 

CN 3H-Pyridazino[4. S-b] indole- 1 -acetamide, 7-chloro-4, 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (3 -pyridinyl) -. monohydrochloride <9CI) (CA INDEX 

NAME) 




Me 2 N-C— CH 2 



o 



• HC1 



RN 610768-19-9 CAPLUS 

CN 3H-Pyridazino{4, 5-b] indole -1 -acetamide, 7-chloro-4, 5-dihydro-N, N, 5- 
trimethyl-4 -oxo-3- (4-pyridinyl) -, monohydrochloride (9CI) (CA INDEX 

NAME) 



L4 ANSWER 1 OP 3 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 




MeaN-C- CH 3 



0 



• HC1 



RN 610768-20-3 CAPLUS 

CN 3H-Pyridazino[4,5-b] indole- l -acetamide, 7-chloro-4. s-dihydro-N,N, 5- 
trimethyl-3- (6 -methyl -3 -pyridinyl) -4-oxo- (9CI) (CA INDEX NAME) 




Me 2 N-C-CH 2 
O 



RN 610768-21-3 CAPLUS 

CN 3H- Pyridazino [4 . 5-b) indole- 1 -acetamide , 
7-chloro-N.N-diethyl-4,5-dihydro-5- 

methyl -4-oxo- 3- (3 -pyridinyl ) - (9CI) (CA INDEX NAME) 
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RN 610768-22-4 CAPLUS 




Me 



RN 610768-23-5 CAPLUS 

CN Pyrrolidine, 1- ( [7-chloro-4 . 5-dihydro-5-methyl-4 -oxo-3 - (3-pyridinyl) -3H- 
pyridazino [4, 5-b) indol-l-yl ] acetyl] - (9CI) (CA INDEX NAME) 




r 
r 

O 

RN 610768-24-6 CAPLUS 

CN Pyrrolidine, 1- ( [7-chloro-4 , 5-dihydro-5-methyl -4 -oxo-3 - (4-pyridinyl) -3H- 
pyridazino [4, 5-b] indol-l-yl) acetyl] -, monohydrochloride (9CI) (CA INDEX 
NAME) 
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AB The invention has as an aim the compds. of general formula I in which X 
represents an atom of hydrogen or halogen; R represents a hydrogen atom 

or 

Cl-4 alkyl; R2 and R3 represent each one, independently one of the other, 
a hydrogen atom or Cl-4 alkyl, or R2 and R3 form, with the nitrogen atom 
which carries them, a pyrrol idinyl group, piperidinyl, morpholinyl or 
4 -alkylpiperasinyl ; and Het represents a heteroarom. group of pyr idinyl, 
quinolinyl, isoquinolinyl, pyrimidinyl, pyrazinyl. pyridazinyl ; the 
heteroarom. group being able to carry one or more atoms of halogen and/or 
one or more Cl-4 alkyl, Cl-4 alkoxy; as bases, additive salts with acids, 
solvates or hydrates; pharmaceutical compna. containing these compds . . 
and the 

process for prepn of them and of intermediates of the synthesis. These 
compds. increase the neuron survival by 10-30% in 4 -day old rats. Thus, 
adding 54 g 4 -f luoro-2-nitrotoluene in THP to THF-MeOH containing 47 g 
K0CMe3 , 

and 61.2 g Et oxalate at -5 s , stirring 12 h at room temperature, 
dissolving the resulting K saltB in EtOH, adding small portions of 80 mL 
HC1 at 0", portionwise adding 35 g Fe. heating 5 h at reflux, 
adding 12 mL Mel in DMF to suspension of 7.9 g NaH and 36.1 g resulting 

Me 

6-fluoro- 1H- indole- 2- carboxylate containing 10-20% Et ester in DMF, 
stirring 

12 h, adding 10 g resulting Me 6- fluoro-l -methyl -lH-indole-2-carboxylate 
containing 10-20% Et ester to a mixture containing Et chlorooxoacetate 

6.7, 

1,2-dichloroethane 220 mL, and TiC14 6.6 mL at 0°, stirring 12 h at 
room temperature, refluxing 0.4 g resulting Et 
6-f luoro-2- (methoxycarbonyl) -1- 

methyl-a-oxo-lH- indole- 3 -acetate containing 10-20% 2-ethoxycarbonyl 
derivative with several drops of HOAc and 0.6 g 2-pyridinylhydrazine in 

EtOH 

for 17 h, and amidating the resulting Et 7-f luoro-5 -methyl -4-oxo- 3- 
(pyridin-2-yl) -3 , 5-dihydro-4H-pyridazinb (4 , 5-bJ indole- 1-carboxylate gave 

I 

(X - F, Rl - R2 - R3- Me, Het - 2 -pyridinyl ) . 
IT 550349-28-5P 550349-36-5P 550349-39-8P 
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SS0349-42-3P 550349-44-5P 550349-46-7P 
550349-48-9P 550349-49-0P 550349-50-3P 
550349-51-4P 550349-52-5P 550349-53-6P 
550349-54-7P 550349-55-8P 550349-56-9P 
550349-57-0P 550349-58-1P 550349-59-2P 
550349-60-5P 550349-61-6P 550349-62-7P 
550349-63-8P 550349-64-9P 550349-65-0P 
550349-66-1P 550349-67-2P 550349-68-3P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(heteroaryldihydrooxopyridazinondolecarboxamide derivs. for 
neuroprotectants) 
RN 550349-28-5 CAPLUS 

CN 3H-Pyridazino[4, S-b] indole- l-carboxamide, 7-f luoro-4, 5-dihydro-N,N, 5- 
trimethyl-4-oxo-3- (2 -pyridinyl ) - (9CI) (CA INDEX NAME) 




O 



RN 55034 9-36-5 CAPLUS 

CN 3H-Pyridazino(4. 5-b) indole- 1 -carboxamide . 7 -chloro- 4 , 5-dihydro-N, N, 5 - 
trimethyl-4-oxo-3- (3 -pyridinyl) -, monohydrochloride (9CI) (CA INDEX 

NAME) 




r 

O 



• HC1 



RN 550349-39-8 CAPLUS 

CN 3H-Pyridazino(4. 5-b] indole -1 -carboxamide, 7-f luoro-4 , 5-dihydro-3 - (6- 
methoxy-3 -pyridinyl) -N.N, 5-trimethyl -4-oxo- (9CI) (CA INDEX NAME) 
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r 

O 



RN 550349-42-3 CAPLUS 

CN 3H-Pyridazino [4 , 5-b] indole- l-carboxamide, 7-f luoro-4, 5-dihydro-N, 5- 
dimethyl-4-oxo-3- (3 -pyridinyl ) - (9CI) (CA INDEX NAME) 




r 

O 



RN 550349-44-S CAPLUS 
CN Pyrrolidine, 

1- [ [7-f luoro-4, 5-dihydro-5-methyl-4-oxo-3- (2 -pyrimidinyl) -3H- 

pyridazino(4, 5-b) indol -1-yl) carbonyl] -' (9CI) (CA INDEX NAME) 




RN 550349-46-7 CAPLUS 

CN Piperazine, 1- | (7-chloro-4, 5-dihydro-5-raethyl-4-oxo-3- (3-pyridinyl) -3H- 
pyridazi no (4, 5-b] indol -1-yl 1 carbonyl] -4 -methyl-, monohydrochloride (9CI) 
(CA INDEX NAME) 
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L4 ANSWER 2 OP 2 CAPUTS COPYRIGHT 2006 ACS on STN (Continued) 





• HC1 



RN 5503*9-50-3 CAPLUS 

CN 3H-Pyridazino(4, 5-b) indole- 1 -carboxamide. 7-f luoro-4 , 5-dihydro-N, N, 5- 
trimethyl-4-OXO-3-(3-pyridinyl>- (9CI) (CA INDEX NAME) 



RN 550349-48-9 CAPLUS 

CN 3H-Pyridazino(4,5-b] indole- l -carboxamide, 7-chloro-4, 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (2-pyridinyl) - (9CI) <CA INDEX NAME) 




RN' 550349-49-0 CAPLUS 

CN 3H-Pyridazinol4,5-b] indole- 1 -carboxamide, 7-chloro-4 , 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (4-pyridinyl) -, monohydrochloride (9CI) (CA INDEX 




RN 550349-51-4 CAPLUS 

CN 3H-Pyridazino[4,5-b] indole- 1 -carboxamide, 7-f luoro-4. 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (4-pyridinyl) -, monohydrochloride (9CI) (CA INDEX 

NAME) 



L4 ANSWER 2 OP 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



L4 ANSWER 3 OF 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 550349-52-5 CAPLUS 

CN 3H-Pyridazinol4,S-b] indole- 1 -carboxamide. 7-f luoro-4, 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (3-quinolinyl) - (9CI) (CA INDEX NAME) 



r 

9 



• HCl 




RN S50349-53-6 CAPLUS 

CN Piperazine. 1- t [7-f luoro-4 , 5-dihydro-5-methyl -4-oxo-3 - (3 -pyridinyl) -3H- 
pyridazino(4, 5-bJ indol -1-yl] carbonyl] -4-methyl-, monohydrochloride (9CI) 
(CA INDEX NAME) 



RN 550349-54-7 CAPLUS 

CN Pyrrolidine, 1- [ (7-f luoro-4, 5 -dihydro- 5 -methyl -4 -oxo-3- (3 -pyridinyl ) -3H- 
pyr idazino (4, 5 -bj indol -l-yl J carbonyl ) - (9CI) (CA INDEX NAME) 




'HO 



RN 550349-55-8 CAPLUS 

CN 3H-Pyridazino(4, S-b] indole -1 -carboxamide, 
7-f luoro-4, 5-dihydro-5-methyl-4- 

OXo-3- (3 -pyridinyl ) - (9CI) (CA INDEX NAME) 



Habte 
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L4 ANSWER 2 OP 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




O 



RN 550349-56-9 CAPLUS 

CN 3H-Pyridazino[4.S-bl indole -1-carboxamide, 7 -chloro-4 , S-dihydro-N,N, 5- 
trimethyl-4-oxo-3- (4 -pyridinyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 2 OP 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




OMe 



O 



RN 550349-59-2 CAPLUS 

CN 3H-Pyridazinol4,5-b) indole- l - carboxamide , 7-chloro-4. 5-dihydro-N. N, 5- 
triroethyl-3- (6 -methyl -3 -pyridinyl ) -4-oxo- (9CI) (CA INDEX NAME) 




r 

o 



RN SS0349-57-0 CAPLUS 

CN 3H-Pyridazino[4.S-b] indole- 1-carboxamide, 7 - chloro- 4 , 5-dihydro-N, N, 5- 
trimethyl-3-(5-methyl-2-pyridinyl) -4-oxo- (9CI) (CA INDEX NAME) 




o 



RN .550349-60-5 CAPLUS 

CN 3H-Pyridazino[4,5-b] indole- 1-carboxamide, 
3- (6-bromo-3-pyridinyl) -7-chloro- 

4, 5-dihydro-N. N.5-trimethyl-4-oxo- (9CI) (CA INDEX NAME) 




550349-58-1 CAPLUS RN 550349-61-6 CAPLUS 

3H-Pyridazino{4, 5-b) indole- 1-carboxamide, 7 -chloro- 4 , 5-dihydro-3 - <6- CN 3H-Pyridazino (4 , 5-b} indole- 1-carboxamide, 7-chloro-4, 5-dihydro-N, N, 5- 

raethoxy-3-pyridinyl) -N,N, S-trimethyl -4-oxo- (9CI) (CA INDEX NAME) trimethyl-4-oxo-3- (3-quinolinyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 2 OP 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




O 



RN 550349-62-7 CAPLUS 

CN 3H-Pyridazino (4, 5-b) indole -1-carboxamide. 7-chloro-4 . 5-dihydro-3- (4- 
isoquinolinyl) -N. N. 5-trimethyl-4-oxo- (9CI) (CA INDEX NAME) 



L4 ANSWER 2 OF 2 CAPLUS COPYRIGHT 2006 ACS On STN (Continued) 




C-NMe 2 
O 

RN 550349-65-0 CAPLUS 

CN 3H-Pyridazino[4 , 5-b) indole- 1-carboxamide, 7-chloro-4, 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3- (2-pyrimidinyl) - (9CI) (CA INDEX NAME) 




f 

O 



RN 550349-63-8 CAPLUS 

CN 3H-Pyridazino[4, 5 -b] indole- 1-carboxamide, 7-chloro-4. S-dihydro-N,N, 5- 
trimethyl-3- (6-methyl-3 -pyridazinyl) -4-oxo- (9CI) (CA INDEX NAME) 




0 



RN 550349-64-9 CAPLUS 

CN 3H-Pyridazino(4.S-b) indole- 1-carboxamide, 7-chloro-4, S-dihydro-N,N, 5- 
trimethyl-4-oxo-3- (S-pyrimidinyl ) - (9CI) (CA INDEX NAME) 




o 



RN 550349-66-1 .CAPLUS 

CN 3H-Pyridazino[4,5-b) indole- 1 -carboxamide. 7 -chloro-4 , 5-dihydro-N, N, 5- 
trimethyl-4-oxo-3-pyrazinyl- (9CI) (CA INDEX NAME) 




O 



RN SS0349-67-2 CAPLUS 

CN Pyrrolidine, 1- [ (7 -chloro-4. s-dihydro-5 -methyl -4-oxo- 3- {3-pyridinyl) -SH- 
pyridazino t4, 5-b) indol - 1-yl) carbonyl) - . monohydrochloride (9CI) (CA 

INDEX 

NAME) 



Habte 
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L4 ANSWER 2 OP 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




• HCl 

RN 550349-68-3 CAPLUS 

CN Pyrrolidine, 1- [ [7 -chloro-4 , 5 -dihydro- 5-methyl -4 -oxo-3 - (4 -pyridinyl ) -3H- 
pyridazinot4.5-b]indol-l-yl]carbonyl] - (9CI) (CA INDEX NAME) 



T 



— 

r° 



550349-35-4P 550349-43-4P 

RL : RCT (Reactant); SPN {Synthetic preparation); PREP (Preparation); I 
(Reactant or reagent) 

(precursor; heteroaryldihydrooxopyridazinondolecarboxamide derive. 

neuroprotectants) 
550349-35-4 CAPLUS 

3H-Pyridazino(4,5-b] indole -1-carboxylic acid, 7 - Cluoro-4 , 5-dihydro- 5- 
methyl-4-oxo-3- (2 -pyridinyl) -, ethyl eater (9CI) (CA INDEX NAME) 



L4 ANSWER 2 OP 2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




5S0349-43-4 CAPLUS 

3H-Pyridazino[4,5-b] indole- 1-carboxylic acid, 7-f luoro-4 , 5-dihydro- 5- 
methyl-4-oxo-3-(3-pyridinyl) -, ethyl ester (9CI) (CA INDEX NAME) 
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